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Ui't is i) fivi^ ss.f .six iSici»bwi:d Iivk'!-(j;jn>i5[ia.!ii: rints ^ii^ (ornmhi r'^— ( } > lis tvhkh 

oiut itf and R~ i^puonariy SisbstiUsk-d heteroarvl mu] xlw. "ther Is (spSioiJisHy soh.sliUjk-d 











pvrii>:..isivK pvrklis^invl, i>vi'a;<ohi, pyrkivi. pvnfnhiinvi, i>V!T<'>h1. <!5i5iJ<!j'«UiivK <iissi 












hekTOiirovL iii-ierourvl. Ju^UTOsrovlannno, hvdroxv, nifro> infltsos-ojiH^thvL R^^Z-^- 









hydroxy, oxo, -CO ^ R^, -CON V^Y'^ or -NV h'^: wtivrehi ;i3-vl iSjj;okct(;d inmr, plmi>-\ mQ 
nnyhlhy h and ;jr>U? jjtionj5j sohsktisiion js w ith om. or minx- mbWiui-nis seiexii^d i'mm: iK-yl 
;5c ys3?-i5^iU5, n\k<».-;. . ;U k»>. >i\ird<?nvK ajkvU-nt-di<>xs . idkvlMiiuhhn K alkvKiihiiKtm'l lthh>, 
urmi. ar<>yja!?Bii», aryl. arylajkyloxy, ar yiaikyktxycarbonyk arvi^dkylthki, iU'vioy v , 
;5.rv5<».y« 5rhoT:yK iSi-ylsid phlxivL arylstdpluiinK ai'vithii.), carboxy, cvai^o. h&kK hetesiiiiroyS. 
h^-Uiixtary j, he ti^ro;i^yj■iiH^yk>?cy, heteroarftyiannno, hi'terotirvkixy, hydroxy, Tii-rii, 

NR-^ or nlkyli ^■M'i'A alk yl'^a ^-Y-'^N - .dK>l »i>ti<>5;^;sji> sohsUsuu-d mib aryj. 

h^'teroar yl hydsv^xv. or V^Y'^N-; 

X ' Is a hojid, X'- mul X'' art: ^.nch iiuSepi'sideutly N or (.' imsl &nd ara iiiiinpeuih-ntiy ilL 
N, Nil, O or or and X^ are C, one of xi, ajKi X? is N asid the others an> N or CM: h«t 
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estijsdlug asa5|K!imds in which Is a bond, i>m of &ml X-' is "H mid ihs other Is NH ami X-^ 
iuid X'-^ are Imth i.:; 

R-" mid iH, ^^hl,55 sitUK'ht'd to t)ie \iime cwhrn aioin. nuy fiwm with the said carbon aksni a 
(.)(.'i!saSk} i, c^oluijskt-n} i or hcterocviiuaikyi rhsg w « jjrottp {."-Cii?'; 

)i~ svp5v->t-su^ hvdn^««s ora^kyi; 

H^' is hulr^^se^i, azkl-i, dro\> , aik<^\j . ar\i, arjialkjioxy, arykjsy, cisrboxy, an acid 

kvk>'<,oMvrv> M>ki-U>u (ram iiw group consKUnt? a^O> MIOIL -0^))-CH.CnL 

i llvSiL -A 5' si;ipiio, ph<jsphoijo, a5k> iMiiphomkarbamoyi, tetra»>lyL 

ar> Kt!l|>hoss,^ U-arhansiij I h(.*n-r<iary iMilphuay !«.arbamt>> k .\ medKixycarbamoy k 3 .hvdfyxy-3- 

i><-k!b!ite{K--i,2-dkiii5.\ 3,5-di<i\o-i,2,4-o\a(ha/olklin>l3 hulroxylsoxaiwiy^ arid 3 hy<k>xy 1 

5ik'5is,> Ip} !-;Kns5} i, c^cksaUv^ik c}ckiaik>lij\y, hetcroar^k hcJvroaryialkybxy- hetisroaryloxy, 

hetcroc>€k:a;k>k hekTocyU<,alk> k'A} . idtm, -N\ h~. A(H'?-C(=^Z;-R^, "NiR0-CfeZ}-L-4<t'\ 

R'' ii! lndn!«t>n, aik} I iuxi, ar>lalkvl, r>(-kia3k>i, kcf*.T->arj k iit'tert.arylidkyi, <fr 

■iCUTOC\^i<i;ijk>!; 

aik} I, a:ko\>, ursL ary kdkUo^>, cu'ktalk)!, heteroank iK-terffarylalkyksxy or 

R'^K aik*n^,ai-U, an la!k> i(»x^, ar\ialk'^kt\^carbo!nkimiu(>, carhoxy, tui add bioLsostert' 
NTk\-kd r-i.i^s Hk- groisp u)}wjsun« of C\T:()i NIK HI, 'Ik^^Ik A\=OU'l{-S\l n^Oi 

sidphis, piio.'-pliiisso. alk>lMiiphoii> S«!rhatu«n I, Uira?ohi, ar\k>idpl}«i!i;sk-aH>as5J.>\ U 
ht>toraar>hulph<>mlaut>un!(>>L \ nu'thoxyoaHjamo} I 5 h>t.irox\-3-v>i:k>biUviir-L2-da>iU', 
d!>>\<i-t,.\4->aa<Ha/on(Hnyk i h> dro\) 5m>\.m;;oI> 1 and J- iiydovy 1 5m>fb>ipyra/i)hk v'vcii>arKyl 
^>;:ia>, biik), ksncr>>ar} k lu'Uruarii iaJkux}, bctcryt^ciualkyk bjdrox,^ i^r -\\-^\'^' 
R^^' i,s alkj I ar> i, ar> kdk> k t^, i1o;tlk,i k iitierftaryk hvtt'roar;;* ialk,^ k ^yr bt'tcrsH'} citnilk) 
iJ rcprmnts a dsrt'ct boufi or a s>trai«ht- or hra!U'{u-(i-ohabi alk>li>ne bjjka>i;e «.'<fnfainh5j;t Iroin ! 
b> ii carbon ai^^iiss a«d opUanash subfititutrd hs bak)i;p«, h><lro\\, alk<!'<.> or (!X*i; 
^ - iy a f.trLi3i;ii^- nr branchcd-chauj aikyJejK' liukasc i-onfaiiiiii^ irom I Ui <> carb^'H a£f>»!>; 
% ^ am) 'S " au- indL'pvadi^iith h\dn>i>en. aSkenjk aik>«>k aryk cvcl<ialkyi, betemt uioalk^ k 
boleroas^s oralk>! optloisaUv -siibptkutod b^ aik«\>, ar^^k «smo, <\;.k>alk>l ]itHer.>ai_U, 
hi.-k>r«<><i<!aik>l, b>dro\y, o\o. -C02R^ -tX)N\-h or -H"^, or tbt- jiroup -NVh - ma.} 



i'avm & 5-1 inemherisd tyclk. amine ninch n) may be optionalh' suhstkutt'd nith inie or moix- 
\uhv.i\tue(nf: ^ik-cti.xi frons aJkoxy, carboxiunkio, carboxy, hjdroxy, oxo u>ra 5, 6,<>r 7 nn'mbvrcd 
c}<:ht: si<.i:i;sl dci-jva-hi? JSienxin, aUijL ary], arylalkvL cvcli>ciy<yL hetersuirvL iK-ieroarysalkyL ar 
heu^rocyoloiiikyl or silkyi substituted bv tiirlio^Y. <iH'bo?ianii(kj or hvdrfAV f ii; f»;\y ako cmita'm 
ft fjsrtsu;r heu;T"Oisr.»jn st-lvctod l^nmi O, S, bih of N"^'^ jjnd iiU) may also b€ ti«t'd to iKkHU^nal 
arj i, h^terwjryl, hek^rocycioalkyl or cvtlotiiKyS fiugs to forns a bkyciic <ir trkvcUc rH5« systesss; 
¥-'* a?id ari.^ huk'pendeiuiy hydrogen, aikenyi, aJkyJ, aJkynyS, aryt ssrylalkv!, c> tioaikyi 
luleroaryl or hekTourslaikyl or the group juay ibrnia 5-7 mtjiib«.>red Qclk- 

defssji'd. fe:,r above: 

Y-^ i;, bydr<!!4efi, <jlk>b avyl aryblkyl, ■■C^^Z)K■^^^ -Cf-ZK^^^' i>r -8(^2^^*^ 
Z ss isn oxygvi^ or sislpbur aunm 
m is zero -r>r ;iSs isiU'gcr 1 or 2: aod 
.s> is zero (iv an inte.ger I ar 2; 

;>r xUid N-oxiiie Jiivrctif, or asKi as) ester prodrog thet cof; or nfid a phannoct'otk-isny 
;Kt:i?ptabie ^alL or ami a hydrak; of a ciinipouad of forniula digjyr SHfl jui N-oxide Ou'reof. aod 
Ua esurr prodrug. 

2. (t'ajK'eiled) 

^■v ^ 

ipn'vioissK priiR^tued ; A fouspound amfr<li!3g io (..'-laijB 1 so wbieb liet is ; ^ 

whereLa X-^ aad isre bidepeadiiJiUy ("II, N, Ml, <> or S, and and isndepeodendy are N f>r 
C, bat e.vciudhig v<aap<.>oir!ds in ■wldrh orte of and X- is N and tbe other Is Nli ntid X-'' and X"^ 
are Imh C. 

4. i pr*."^ sijussy prr.-eak-d! A c<tn5pyiaid ai\'«idtn»; (laios i in >slach tbe Ho« \ ( CH,) _ 



5. prvMoosh \n\-^i ntt-d' i u>a!pi>aadacei>idiiii; Ut i\nni i hi <\hkh oih> id ai'd h 4-p) rn-v' 



4 of 9 



7, (€aB€«lkd) 
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10. (cancslkd) 



